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AB Aqueous gel formulations, including an immune response modifier (IRM), such as 
those chosen from imidazoquinoline amines, tetrahydroimidazoquinoline 
amines, imidazopyridine amines, 6,7-fused cycloalkylimidazopyridine 
amines, 1,2 -bridged imidazoquinoline amines, imidazonaphthyridine amines, 
imidazotetrahydronaphthyridine amines, oxazoloquinoline amines, 
thiazoloquinoline amines, oxazolopyridine amines, thiazolopyr idine amines, 
oxazolonaphthyridine amines, thiazolonaphthyr idine amines, 
pyrazolopyridine amines, pyrazoloquinoline amines, 

tetrahydropyrazoloquinoline amines, pyrazolonaphthyridine amines, 
tetrahydropyrazolonaphthyridine amines, and 1 H-imidazo dimers fused to 
pyridine amines, quinoline amines, tetrahydroquinoline amines, 
naphthyr idine amines, or tetrahydronaphthyr idine amines, are provided. 
Methods of use and kits are also provided. For example, gel was prepared 
containing 4- ( 4-amino-2-propyl-lH-imidazo [4, 5-c]quinolin-l-yl) -N- 
propylbutyramide 0.1%, 0.25N ethanesulf onic acid 0.594%, Carbomer 974P 
2.1%, propylene glycol 15%, methylparaben 0.15%, propylparaben 0.03%, 
edetate disodium 0.05%, 20% tromethamine solution 1.5% and purified water 
80.48%. 
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R2 = H or a non-interfering substituent ; R3 and R4 independently = H, 
halo, alkyl, alkoxy, etc.], pharmaceutical compns . containing the compds . , 
intermediates, and methods of making and methods of use of these compds. 
as immunomodulators, for modulating cytokine biosynthesis in animals and 
in the treatment of diseases including viral and neoplastic diseases are 
disclosed. Thus, e.g., II was prepared by amidation of Et 

4- ( 2-propyl-lH-imidazo [ 4, 5-c] quinolin-l-yl) butanoate (preparation given) with 
morpholine and subsequent oxidation/amination . Methods are described for 
assaying cytokine induction (no data) . 
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AB Title compds. [I; Z = -C(:N-OR2)- or CH-N (OR2 ) ( YR3 ) ; X = CHR9 , - 

CH(R9)-alk(en)ylene-, etc.; R9 = H, alkyl; Rl = H, (un) substituted alkyl, 
alkylene/hetero/aryl, etc.; R2, R3 = independently H, (un) substituted 
alk(en)yl, hetero/aryl, hetero/arylalkylenyl, etc.; Y = a bond, C:0, C:S, 
S02, etc.; RA, RB = independently H, halo, alk(en)yl, etc.; RACCRB = 
(un) substituted fused hetero/aryl, fused 5-7-membered saturated ring], were 
prepared as immunomodulators for inducing cytokine biosynthesis in animals 
and in the treatment of diseases including viral and neoplastic diseases. 
For example, reacting 5- [ 4-Amino-2- (ethoxymethyl) -IH-imidazo [ 4, 5- 
c]quinolin-l-yl]pentan-2-one with NH20H»HC1 in the presence of 
NaBH3CN/AcOH/EtOH, and substitution with mesyl anhydride gave 
imidazoquinoline II (m.p. = 146-148°). Certain I may modulate 
cytokine biosynthesis by inhibiting production of tumor necrosis factor 
TNF-a when tested in mouse cells (no data) . 
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853 010-62-5P, 4- ( 4-Amino-2-butyl-lH-imidazo [ 4 , 5-c] quinolin-l-yl) - 
1-phenylbutan-l-one 

RL: RCT (Reactant); SPN (Synthetic preparation); PREP (Preparation); RACT 

(Reactant or reagent) 

(intermediate; preparation of hydroxylamine and oxime substituted 
imidazoquinolines, imidazonaphthyridines , and imidazopyridines as 
inducers of cytokine biosynthesis for treatment of viral and neoplastic 
disease) 
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AB Title compds . [I; X = alkylene optionally interrupted by one or more -0-; 
Z = C:0, - C(:0)0-, -C(OR3)2-; Rl = H, (un) substituted alkyl, 
alkylene/aryl, alkylene/heteroaryl ; Q = 0, S; R3 = (un) substituted alkyl, 
alkylene/aryl, alkylene/heteroaryl; R2 = H, (un) substituted alk ( en/yn ) yl , 
hetero/aryl, alkylenealkyl, etc.; RA, RB = independently H, halo, 
alk(en)yl, alkoxy, alkylthio, NH2 and derivs.; or RACCRB = (un) substituted 
fused aryl ring or fused 5-7-membered saturated ring; and their 
pharmaceutically acceptable salts], were prepared as immunomodulators for 
inducing cytokine biosynthesis in animals and in the treatment of diseases 
including viral and neoplastic diseases. For example, II was prepared by 
reacting 4- ( 2-Butyl-lH-imidazo [ 4, 5-c] quinolin-l-yl ) but yr aldehyde (preparation 
given) with MeMgBr, followed by oxidation, reductive amination of the ketone, 
oxidation with m-CPBA/reaction with NH40H. I have been found to induce 
cytokine biosynthesis by inhibiting production of tumor necrosis factor 
TNF-a when tested on an in vitro human blood cell system (no data) . 
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RL: PRPH (Prophetic) 

(Preparation of oxime substituted imidazo-containing compounds, 
particularly imidazoquinolines , as inducers of cytokine biosynthesis 
for treatment of viral and neoplastic diseases) 

RN 1045444-34-5 CAPLUS 

CN 4-Decanone, 10- [ 4-amino-2- ( 2-methoxyethyl ) -lH-imidazo [4,5-c]quinolin-l-yl]- 
2-methyl- (CA INDEX NAME) 




OSC.G 1 THERE ARE 1 CAPLUS RECORDS THAT CITE THIS RECORD (1 CITINGS) 

RE.CNT 6 THERE ARE 6 CITED REFERENCES AVAILABLE FOR THIS RECORD 

ALL CITATIONS AVAILABLE IN THE RE FORMAT 

L4 ANSWER 5 OF 5 CAPLUS COPYRIGHT 2009 ACS on STN 

AB Pharmaceutical formulations in an aqueous (preferably, sprayable) formulation 
including an immune response modifier (IRM), such as those chosen from 
imidazoquinoline amines, tetrahydroimidazoquinoline amines, 
imidazopyridine amines, 6,7-fused cycloalkylimidazopyr idine amines, 
1,2-bridged imidazoquinoline amines, imidazonaphthyr idine amines, 
imidazotetrahydronaphthyridine amines, oxazoloquinoline amines, 
thiazoloquinoline amines, oxazolopyridine amines, thiazolopyr idine amines, 
oxazolonaphthyridine amines, thiazolonaphthyr idine amines, and lH-imidazo 
dimers fused to pyridine amines, quinoline amines, tetrahydroquinoline 
amines, naphthyr idine amines, or tetrahydronaphthyr idine amines, are 
provided. In one embodiment, the aqueous formulations are advantageous for 
treatment and/or prevention of allergic rhinitis, viral infections, 
sinusitis, and asthma. For example, 

N- [ 2- [ 4 -ami no- 2- ( ethoxymethyl ) -lH-imidazo [4, 5-c]quinolin-l-yl]-l, 1- 
dimethylethyl]methanesulfonamide (IRM 1) was prepared as a 0.375% aqueous 
solution 

capable of being nasally administered via a spray pump. The solution 
contained IRM 1 0.375%, CM-cellulose sodium 0.1%, benzalkonium chloride 
0.02%, disodium EDTA 0.1%, L-lactic acid 1.53%, PEG 400 15%, IN NaOH as 
needed for pH 4.0, and water to 100%. The IRM 1 solution (50 |uL) 
administered to rats once 4 h before infection with humanized, non-lethal 
influenza virus, almost completely suppressed the virus, titer. 
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